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(54) ANTINEOPLASTIC INDROPYRROLOCARBAZOLE DERIVATIVE 

(57)Abstract: 

PROBLEM TO BE SOLVED: To obtain the subject new 
derivative comprising a specific indropyrrolocarbazole 
derivative, inhibiting proliferation of tumor cell, exhibiting 
antitumor effect and useful as an antitumor agent, etc., 
showing effectiveness even on cancer having resistance to 
existing anticarcinogen. 

SOLUTION: This new indropyrrolocarbazole derivative (salt) 
is represented by formula I [R is phenyl, naphthyl, pyridyl, 
furyl, thienyl, etc., having one or two or more substituent 
groups, e.g. hydroxy, a lower alkoxy, hydroxy-lower alkyl, 
etc.; (m) is an integer of 1-3; G is (3-D-glucopyranosyl; 
substitution positions of hydroxy group on 
indropyrrolocarbazole ring are 1st and 1 1th positions or 2nd 
and 10th positions] and inhibits proliferation of tumor cell 
and is useful as an antitumor agent, etc. The compound is 
obtained by method, etc., reacting a compound represented 
by formula II (A is NH, etc.) with a compound represented by 
formula III. 
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FAB— MS (m/z) : 6 55 ( M+ H ) * 
1 H — NMR (300MHz, DMSO-d 6 , Spp 
m) : 1 1 . 1 9 ( 1 H, s ) , 9. 78 ( 1 H, 
s) , 9. 75 (1H, s) , 8. 86 (1H, d, J 
= 8. 6Hz), 8. 78 (1H. d. J=8. 2H 
z), 7. 44 (1H, d, J = 7. 2Hz) , 7. 3 
7 (1H, d, J = 7. 6Hz), 7. 13-7. 28 
(3H, m), 6. 98 (1H, s), 6. 78-6. 
88 (2H, m) , 5. 9 5- 6. 05 (2H, m) , 
5. 8 5 ( 1 H . br). 5. 3 3 ( 1 H. d, J = 
3. 2 H z ) , 5. 10-5. 17 (2H, m) , 4. 
92 (1H, d. J =4. 0Hz), 4. 28 (2H. 
d, J = 5. 2Hz), 3. 72-4. 10 (4H, 
m ) , 3 . 4 5 - 3 . 5 5 ( 2 H , m ) 
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FAB-MS (m/z ) : 6 6 0 ( M* ) 
'H — NMR (300MHz, DMSO— d 6 , 8pp 
m) : 1 1. 19 (1H. s) . 9. 79 ( 1H, 
s ) , 9. 75 ( 1H, s ) , 8. 86 ( 1 H, d. J 
= 9. 3Hz) . 8. 78 ( 1 H. d, J = 9. OH 
z), 7. 1 7 ( 1 H. d. J = 2. 1Hz), 6. 9 
7 (1H. d, J = 2. 1Hz), 6. 89 (1H. 
d, J = 3. 6Hz) , 6. 82 (1H, dd, J = 
2. 1, 9. 3Hz), 6. 79 (1H, dd, J = 
2. 1, 9. 0Hz) , 6. 73 (1H. d, J = 3. 
3Hz ) , 6. 10 (1H, t , J=4. 5Hz ) , 

5. 9 7 ( 1 H, d, J = 8. 1 Hz ) , 5. 86(1 
H, t, J = 3. 3Hz), 5. 3 5 (1H, t, J = 

6. 0Hz), 5. 3 2 ( 1 H, d, J=4. 8H 
z), 5. 12 (1H, d, J=4. 8Hz), 4. 9 
2 (1H, d, J = 5. 4Hz) , 4. 52 (2H, 
d, J = 5. 7Hz) , 4. 40 (2H, d, J=4. 
2Hz), 4. 02 (1H, m) , 3. 91 (2H, 
m), 3. 78 (1H, m), 3. 50 (2H, m) 
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FAB-MS (m/z) : 657 (M + H») 

1 H — NMR (300MHz, DMSO-d 6 , 8pp 
m) : 11. 19 (1H, s) , 9. 77 (2H, b 
r). 9. 11 (2H, s), 8. 87 (1H, d, J 
= 8. 6Hz), 8. 79 (1H, d, J = 8. 6H 
z ) . 7. 1 7 ( 1 H. s ) , 6. 97 ( 1 H. s ) , 
6. 78—6. 84 (2H. m ) . 6. 34 (2H. 
s). 6. 06 (1H, s). 5. 9 6 (1H, d, J 
= 8. 3Hz) , 5. 83-5. 87 (2H, m) , 
5. 34 ( 1H, s ) , 5. 1 2 ( 1 H, s ) . 4. 9 

2 (1H, d, J = 3. 9Hz) . 4. 04 (2H. 
d. J=4. 5Hz), 3. 91—3. 99 (3H, 
m) , 3. 7 5-3. 88 ( 1H. m) . 3.49(2 
H. s ) 
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FAB-MS (m/z) : 640 (M + ) 
'H- NMR (300MHz, DMSO-d 6 , Spp 
m) : 11. 17 (1H, s) , 9. 77 (1H, 
s ) , 9. 74 ( 1 H, s ) , 9. 24 ( 1 H, s ) . 
8. 8 6 ( 1 H , d, J=8. 4Hz) , 8. 78(1 
H, d, J = 8. 4Hz), 7. 2 5 (2H, d, J = 
8. 7Hz), 7. 17 ( 1 H, d, J = l. 8H 
z). 6. 97 ( 1H. d, J=l. 8Hz), 6. 8 
3 (1H, dd, J = l. 8, 8. 7Hz), 6. 80 
(1H, dd, J = l. 8, 8. 7Hz) , 6. 67 
(2H, d, J = 8. 1Hz), 5. 96 (1H, d. 



J = 8. 1 Hz) , 5. 87 (1H, t, J=4. 8H 
z), 5. 85 (1H, t, J = 3. 9Hz). 5. 3 
2 (1H, d. J =4. 5Hz) . 5. 10 (1H, 
d, J = 5. 1Hz) , 4. 91 (1H, d, J=4. 
8Hz), 4. 12 (2H, m) , 4. 0 3 ( 1 H, 
m), 3.91 (2H, s), 3. 78 (1H, m). 
3.50 ( 2H, m) 
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FAB-MS (m/z ) : 6 84 (MM 
1 H— NMR (300MHz, DMSO-d 6 , dpp 
m) : 11. 19 (1H, s). 9. 79 (1H, 
s), 9. 76 (1H, s). 8. 88 (1H, d, J 
= 8. 7Hz). 8. 80 (1H, d. J = 8. 7H 
z), 7. 32 (2H, s) , 7. 18 (2H, s). 
6. 98 (1H, d, J=l. 8Hz), 6. 81 (2 
H, dt, J=l. 8, 8. 7Hz), 5. 97(1 
H, d, J=8. 7Hz) , 5. 93(1H, t, J = 
4. 8Hz), 5. 87 (1H, t, J = 3. 2H 
z), 5. 34 (1H, d, J = 4. 2Hz), 5. 1 
5(2H, t, J = 6. 3Hz), 5. 12 (1H, 
d. J = 4. 8Hz) , 4. 92 (1H, d. J=4. 
8Hz). 4. 49 (2H, s, ), 4. 47 (2H, 
s), 4. 22 (2H, d, J = 5. 1Hz), 4. 0 
3 (1H, m) , 3. 92 (2H, s) , 3. 78 (1 
H, m) , 3. 50 ( 2H, m) 
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FAB-MS (m/z) : 6 57 (M + H ) * 
'H-NMR (300MHz, DMSO— d 6 , dpp 
m) : 10. 8 9 ( 1 H, s ) , 10. 33 (1H, b 
r) , 9. 97 ( 1H, br) , 9. 11 (1H, 
s ) , 8. 70 (1H, d, J = 6. 8Hz), 8. 5 

2 (1H, d, 3 = 7. 7Hz) , 7. 15 — 7. 21 
(2H, m) , 6. 9 8—7. 0 6 (3H, m) , 6. 
36 ( 2H, d, J = l . 9Hz), 6. 06 (1H, 
s). 5. 91 (1H, t, J = 5. 4Hz), 5. 4 
1 (1H, d, J = 5. 6Hz), 5. 30—5. 45 
(lH.m), 5. 20 (1H, d, J=4. 6H 
z), 4. 87 ( 1H, m) , 3. 9 4 —4. 10(4 
H, m) , 3. 56-3. 77 (3H, m) , 3. 38 
— 3. 43 (2H. m) 
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X'UZtlhfcSm. -fE^C 3 0 m g b 3- ( 3-t K 
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-^58. 2mg£f#Jt. 

Rftt:0. 5 1 (y^ttS, *—e>V?)VbOF 

> : h;PX> : *: H®=4 : 2 : 2 : 0. 5:0. 
1 ) 

FAB— MS (m/z ) : 

iH — NMR (300MHz, DMSO — d 6 , 5pp 
m) : 11. 18 (1H, s), 9. 5 0—10. 00 
(2H, br), 8. 86 (1H, d, J=8. 1H 
z), 8. 78 (1H, d, J = 8. 5Hz), 7. 5 

9 (1H, s), 7.2 0 — 7. 4 0 ( 3H, m, ) , 
7. 1 6 ( 1H, s) . 6. 97 ( 1H, s) , 6. 7 
3 — 6. 89 (2H, m) , 6. 42 (1H. d, J = 

3. 6Hz), 6. 31—6. 48 (1H, m), 6. 

10 ( 1H. t, J = 4. 0Hz), 5. 9 5 ( 1 H, 
d, J = 7. 9Hz), 5. 88 (1H, br, ), 
5. 36dH.br), 5. 13 (1H, br) , 

4. 91 (1H, br), 4. 84 (1H, br), 
4. 26 (2H, s), 4. 09 (2H, s), 3. 7 
0—4. 10 (4H, m) , 3. 41—3. 58 (2 
H, m) 

mmms 
mm* 

[0047] 
Utl 9] 




(9) 



10-245390 



7. 2mg£N, N-^fMWSH3mlCg 
7 0*CT'-H&Jg#Lfc. ^iSfc^ir/Px^l^ b- >-{;: 

•fehx h'JyU: f K5tKD75V: WI^XV : * : ft 
K=4 :2:2:0. 5:0. 1) -C«lfg!f£. t7r 
f'y7^LH-2 0<7D^O-7h^C*^^y-^T^§ 

Rfffi: 0. 40 t&WJU6 0F 

> : h;H> : * : p&=4 : 2 : 2 : 0. 5:0. 
1 ) 

FAB— MS (m/z) : 6 54 (MM 
1 H — NMR (300MHz, DMSO-d 6 , Spp 
m) : 11. 18 (1H, s),8. 86 (1H, d, 
J = 8. 4Hz), 8. 78 (1H, d, J =8. 7H 
z). 7. 42 (1H, s), 7. 40 (1H, d, J 
= 7. 5Hz), 7. 27(1H, t, 3 = 1. 2H 
z ) . 7. 1 8 ( 1 H, d, J = 7. 5Hz ) , 7. 1 
7 (1H, s) , 6. 98(1H, d, J=l. 8H 
z), 6. 81 (2H, dt, J=l. 8. 8. 1H 
z). 6. 00 (1H, dt, J=l. 5, 4. 8H 
z), 5. 95 (1H, d, J = 8. 7Hz), 5. 4 
3 (1H, br),5. 16 (2H. b r ) . 4. 9 3 
(1H, br), 4. 47 (2H, s), 4. 25 (1 
H, d, J=4. 8Hz). 4. 10 (1H, br), 
4. 0 2 ( 1 H, d, J = 10. 8Hz), 3. 90 
(2H, m) . 3. 76 (1H, m) 

mam 9 

[0048] 
[ft2 0] 




•C&i&tlhte&b. ^W30mgt3- (3-tH 

PBUg4 Omg^N, N-y7f^*;U7Snml 
£*8*?U MJx^TS^ 0. 5m 1 SriQ^T. 8 
O'CT'l. 5i*IB«ttLfc/fiUE»*»Kxf^/*f- 



-2 0*>?n-?M«CjWt.X* S-frX-m&Ltz. BW 
9Sj5r-£tf#B£«lg, I^7rf77^LH-20^) 

-&*7. 8mg£#7t. 

Rfffi: 0. 48 M/l^ttSg, tf;py^60F 
254 - THsh-h'J*: rh7tKD77 

V: h;PXy:*:SK=4 : 2 : 2 : 0. 5:0. 
1 ) 

iH— NMR (300MHz. DMSO — d 6 . Jpp 
m) : 10. 89 (1H, s), 10. 35(1H, b 
r), 9. 95(1H. br), 8. 70 (1H, d, 
J = 7. 8Hz), 8. 52(1 H, d, J = 7. 8H 
z), 7. 60 (1H, s ) . 6. 91-7. 40(8 
H, m), 6. 53(1H, d, J = l 6. 2Hz), 
6. 39 (1H, td, J=4. 6, 16. 2Hz), 
6. 16 (1H, t, J = 5. 6Hz), 5. 41 (1 
H, d, J = 5. 6Hz) , 5. 35 (1H, br), 
5. 20 (1H, d, J =4. 9 Hz), 4. 86(1 
H. t, J = 3. 6Hz). 4. 84 (1H, t, J = 
5. 6Hz) , 4. 28 (2H, s),3. 8 9—4. 
1 2 (4H. m) , 3. 3 0 — 3. 7 8 (4H, m) 
H*60«l 0 

mm* 

[00493 
[■fb2 11 




a-toH 



X'$kZtl&te&fo. it&toC 1 0 0 m g i: 4 - 1 Ho* 
is J. *j-iV**-y~slVt Y 7 i/ylgg!*g lOOmgJN, 
N - f/^kAT 5 H 5 m 1 tzftM L . ^W^KtK 
fStrr r V ^^mm 0.5ml $ MtX . WLimX" 1 
8Or-C3O#0. WtLtz. Rl£$E£*^x^ 

^h^n^RL, 2Nm mu-&&*x-ikmk. se 

«J8IBL*:. SaH7Tf-y^^LH-2 0^D7 
MStaWt-X * y-^TigtU L*. BW!feSr-^tf^«5: 
«il8faS-ri>C:i:KJ:9, SH*>5«rc*3:h.*<iT;£*3 

Rfffi: 0. 47 *~ feVP^P60F 
254 , HM:?Dn*^A:^^y-;kfh7t 
KD77>=2 : 1 : 1 ) 
FAB— MS (m/z ) : 6 5 5 (M + H) ♦ 
•H-NMR (300MHz. DMSO-d 6 . 5pp 
m) : 1 1. 10 (1H, br) , 8. 83 (1H, 



(10) WH¥ 10-245390 



d, J = 9. 3Hz), 8. 73 (1H, d, J = 8. 
4Hz). 7. 44 (2H, d, J=8. 4Hz), 
7. 2 3 (2H, d, J = 7. 8Hz), 7. 11 (1 
H, s) . 6. 94 (1H, s), 6. 78 (2H, d 
t. J = 9. 0. 2. 1Hz), 6. 02 (1H, t, 
J =4. 8Hz), 5. 92 (1H. d, J = 8. 1H 
z), 4. 8 0-5. 23 (2H, br), 4. 43 
(2H, s) , 4. 24 (2H, s) , 4. 03 (1 
H. m), 3. 90 (2H, m), 3. 77 (1H, 
m), 3. 50 (2H, m) , 3. 25 — 3. 42 (3 
H, m) 

mmmi 1 

[0050] 
Ut2 2) 




X'$kZtl&te&to. f^tC5 2mgi 3-*b**s- 
4 — h Yn^^y=J)Vt. b7is>tg&i&6 1 . 4 mg 
£N, N-^7fMM7S H2m 1 CliL, tft 
mm^m^hV^^^miS. 0. 5ml£iDi.T, 8 0 

tizxo. «l<?5*r*Sii*'fl:^*2 0ing*#fc. 

Rfffi: 0. 33 (^/l^ttR. *-4£>uy/\s60F 
264 . SIPM; ?nn<ivkA : f h7t 

KD7 5y=3 : 1 : 1 ) 
FAB-MS (m/z) : (M+H)* 
1 H— NMR (300MHz, DMSO— d 6 , 5pp 
m) : 1 1 . 1 2 ( 1 H, s ) , 9. 7 7 ( 1 H, 
s) , 9. 74 ( 1H, s) , 8. 86 ( 1H, s ) . 
8. 78 ( 1 H, d, J = 8. 6Hz) , 8. 76 (1 
H, s), 7. 16 (2H, d, J = 8. 1Hz). 
6- 97 ( 1 H, s ) , 6. 7 0 — 6. 8 5 ( 3H, 
m), 6. 64 (1H, d, J = 8. 5Hz), 5. 8 

6 — 6. 0 4 (2H, m) , 5. 85 (1H, t, J = 
3. 6Hz) , 5. 32 (1H, d. J =3. 9H 
z), 5. 10(1H, d, J=4. 2Hz), 4. 9 
0 (1H, d, J=4. 3Hz). 4. 11—4. 21 
( 2H, m) , 3. 8 6—4 . 10 (4H, ra) , 3. 

7 7 (3H, m) . 3. 3 5 — 3. 5 2 (2H, m ) 

mmmi2 



[00 5 1] 
Hfc2 3] 




X-mZtlhitSm. ft-g*C4 0mgfc3-t Ho*^ 
^PhH?^ tSKS 3 1mgS:N, N-y> 
f;^^A7 5 K 2 m 1 tcig» L- . &»lfcB?**7- h 'J 

^a^jso. 5m\zMz.x, 8ox:x'—m.mni 

Ltc. im**7TT y?XLH-2 0cr>7v~?hmiZ 

m?& ztizj:*). *mtQ&vmztLbtt&iii 17.2 

Rffl: 0. 2 4 (*>l<7#.m. ^-^)Vy)VeOF 
264 , T-feh-h'J^: ^b7t 5 

> : b)VX.> : *: SS=4 : 2 : 2 : 0. 5:0. 
1 ) 

FAB-MS (m/z) : 641 (M+H) + 
'H-NMR (300MHz, DMSO-d 6 , dpp 
m) : 11. 18 (1H, s) , 9. 76 (1H, 
s) , 9. 73 (1H, s), 9. 28 (1H, s), 
8. 87 (1H, d, J = 8. 5Hz), 8. 79(1 

H, d, J = 9. 0Hz), 7. 17 (1H, s), 
7. 18 ( 1 H , dd, J = 7. 5, 8. 0Hz), 
6. 97 ( 1H, d, J = 2. 3Hz), 6. 7 8 — 
6. 93 (4H, m) , 6. 60 (1H, dd, J = 

I. 5, 8. OHz) , 5. 96 (2H, m), 5. 8 
5 ( 1 H , m), 5. 30 (1H, d, J = 4. 2H 
z). 5. 09 (1H, d, J = 4. 9Hz). 4. 9 
0 (1H, d, J = 5. 1Hz), 4. 15(2H, 
s) , 3. 72-4. 05 (4H, m) , 3. 50 (2 
H, m) 

mmmi s 

[00 5 2] 
Hfc2 4] 



(11) Stifl^l 0-2 4 53 9 0 




T*ZtlUk&b. <ftl?rffcA4 3mgi (3-t-T^- 
+A>i/ U \s* ) - 3 - tr u y ;w n' 
;Urt HI 00mgSr^^y-/H 0m HC®iSU Ifc 
&1 8 m 1 $:JDX.T, 8 (TCT— H&S# t/S»C, 

U ^^/-yP/fh^b Ko77> ( 1 : 

1 ) m^mM5m 1 5%^y ^M.mmirta 

*m^TMiST'3. 5i$iaig#L*:. Rl£3f?££ 

(1. OMfh^tFD??^!) £*0x. Si§T3 
0#l§J&#L*:. iiU7rf7nLH-20«7 

«|4. Sing^f*:. 

Rfffi: 0. 1 (*J\s7%M, *—*£)V7)VbO 
F 254 , gl3^«;TH:hxhU;P:-fb7tFo:?7 
h;PX>-:*:PK=4 : 2 : 2 : 0. 5:0. 

1 ) 

FAB-MS (m/z ) : 6 56 (M+H) + 
'H-NMR (3 00MHz, DMSO-d $ , 5pp 
m) : 1 1 . 18 ( 1 H. s ) , 9. 7 5 ( 1H. 
s), 9. 73 (1H, s), 8. 84 (1H, d, J 
= 8. 4Hz), 8. 7 7 ( 1 H, d. J =8. 9H 
z), 8. 42 (1H, d, J =4. 9Hz) , 8. 3 
9(1H, s), 7. 48 (1H, d, J=4. 9H 
z), 7. 17 (1H, d, J = 1 . 1Hz), 6. 9 
7 (1H, s), 6. 7 8-6. 83 (2H, m) , 6 
09 (1H, t, J=4. 7Hz), 5. 97 (1H, 
d, J=6. 6Hz), 5. 84 (1H, t, J = 3. 
8Hz). 5. 39 (1H, t, J = 5. 8Hz) , 
5. 30 (1H, d, J =4. 8Hz) , 5. 09(1 
H, d, J=4. 2Hz), 4. 95 (2H. d, J = 
5. 3Hz), 4. 9 0 ( 1 H, d. J = 3. 3H 
z), 4. 27(2H, d. J=4. 2Hz), 3. 7 
5—4 . 03 (4H, m), 3. 4 7—3. 52 (2 
H, m) 
WIW14' 

100 53] 



Ht2 5] 




TaSftifc**. ft^A98mgt4- (3-t- 
T'h^-^f;!') e'Jyy*;W^fbF9 2. lmg 
^?y-;l/5ra 1 izmmt. 9Sl8m 1 £JD*., 8 
0 TlX'-mffl Itzmz . RJS&SriglS L . » feftfctt 
H B a £?oo*/PAT»L*:. dtt$r. * * y -/P/r 
h7bFD75>(l : l)»£*«fc*»U 5%^* 

T'SO^rafii^LTt. *5riPi.. >f^xf^hyt 
7 ; y^XLH-20c0^o-7hif(C^tt^^y 

0 . *H«D#C*3*i4flt&» 13. 5 m s £'&tz. 
Rfffi: 0. 10 <.Xil>7tm, $r—*L)V*f)V(> 0 F 

FD77>-=2 : 1 : 1 ) 
FAB-MS (m/z) : 656 (M+H) + 
*H — NMR (300MHz, DMSO — d 6 , Spp 
m) : 1 1 . 1 9 ( 1 H, s ) , 9. 78 ( 1 H, 
s), 9. 75(1H, s)8. 85 (1H, d, J = 
9. 1Hz) , 8. 77 (1H, d, J = 9. 1H 
z ) , 8. 5 1 ( 1H, s) , 8. 1 1 ( 1 H, d, J 
= 5. 1Hz), 7. 5 9 ( 1 H, d, J = 4. 6H 
z), 7. 17 (1H, d, J = 2. 1Hz), 6. 9 
7 (1H, d, J = l. 8Hz) , 6. 79 — 6. 85 
(2H. m). 6. 25 (1H, t, J = 5. OH 
z), 5. 98 (1H, d, J = 8. 3Hz), 5. 8 
6(1H, d, J = 4. 5Hz). 5. 32 (1H, 
d, J=4. 5Hz), 5. 23 (1H, t, J = 5. 
6Hz), 5. 11 (1H, d, J =4. 4Hz), 
4. 91 (1H, d, J=4. 9Hz), 4. 74 (2 
H, d, J = 5. 2Hz). 4. 35 (2H, d, J = 
7. 8Hz ) , 3. 7 3-4. 0 5 (4H, m) , 3. 
4 3—3. 52 (2H, m) 

mmmi s 

[00 54] 
[ft2 6] 



(12) 
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chjoh 




?$t2tl&tt.&b. -fb£*A5 0mgfc (4, 5-t- 

i))Vi&* isTlVir t KlOOmg 9 J—>V 1 0 

m lfc&jgU &SS1 00m 1 ZtalX . 80 < CT'2^ 
f3fiii*L.^o SJEfS5r-fe7TT y^^LH-2 0<7)^o 

-vhmtzfrtfjt? s-jux-m&Ltz. B&mz&tsttw 

Zmmfmt. +fg-fl:-£*l)4 0mg£ft*:. ClixSr;*:? 
7-;Bm 1 (CSS L . isT J **-ftt3 0 **• »- 'J *7 A 

i2mg, i o%^m^9y-^mm3oom 1 $rjn 

LH-20^O7 Mf KjW-M ? V -^T-^tb L 3t . 

•7 4- (X)V?im^ *~ M)Vf)Vb 0 F 2 5 4 , ebb 

; T-feb-hf^ : fb5t Hd??^: Wl^ 
y.7k: %m=4 :2:2:0. 5:0. 1 ) IZX 0. 
ffi?U *®<^T'«SftMb^2 6 mg 
Rff : 0. 2 8 U^ttig, t?/Uy/W6 0F 
264 , SBH^SSt; T-feh-hU^: -f r?t Ho7 7 
h^X^ : * : pffi=4 : 2 : 2 : 0. 5:0. 

1 ) 

FAB— MS (m/z) : 690 (M* ) 
1 H-NMR (300MHz. DMSO-d 6 . Spp 
m) : 11. 17 ( 1 H. s), 9. 50-10. 15 
(2H, br) , 8. 86 (1H, d, J=8. 4H 
z), 8. 78 (1H, d, J = 8. 7Hz), 7. 1 
6 (1H, d. J = l. 8Hz) , 6. 97 (1H, 
d, J=2. 1Hz), 6. 92 (1H, s). 6. 8 

2 (1H, dd, J = l. 8, 8. 7Hz), 6. 79 
(1H, dd, J = 2. 1. 8. 4Hz), 6. 04 
(1H, t, J = 5. 1Hz), 6. 0 4 (1H, t. 
J = 5. 1Hz), 5. 96 (1H, d, J = 8. 1H 
z), 5. 88 (1H, br), 5. 35 (1H, b 

r ) , 5. 28 (1H, br). 5. 15(1H, b 
r), 4. 93(2H. br). 4. 53(2H, b 
r), 4. 7 3 ( 2 H , d, J=4. 5 H z ) , 4. 3 
0(1H, s), 4. OO(lH.m). 3. 91 (2 
H. m) . 3. 77 (1H. m ) , 3. 52 (2H, 
m) 

[00 55] 



[-ffc2 7] 




X-mZtlHtOfln* £^1HA30mgJ:2- (3-t- 

ftK50mg^?/-/l'6m 1 K^SU ifc&3 0 
mml£flll;iT, 8 OXr? 28^88* L^f*C, 
f?;^LH-2 0(0?07 h fg 9 7 
mU^io SW^^^tf^HSriS^L, "Wa-ffcl^BH Om 
g£#*r. dir.*. r K5t h'o^^y/^ ?y-/W 

(2:i) <7)m^«E^»t. i^ryad^bT-h'j 

5mg, JgK^^y— ;^?R3m 1 £jDi., MiS 

h-2 0^70-7 htsc^t^^y-^T^aiL^., a 

%&tih{C&fa2 7ms ZWz . 
Rff: 0 . 12 (X)V9#m. *-&V*f)V6 0 F 
254. T-bh-bUrt': ff5tHn75 

y:WHy:*:iffl=4:2:2:0. 5:0. 

1 ) 

FAB-MS (m/z) : 6 56 (M + H) * 
iH-NMR (300MHz, DMSO— d 6 , fipp 
m) : 11. 18 (1H, br), 9, 77 (2H, b 
r, )8, 82(1H, d, J = 9. OHz). 8. 7 
84 (1H, d, J=9. OHz). 8. 27 (1H, 
dd, J=l. 8, 5. 1 Hz ) , 7. 83 (1H, 
d, J =8. 1Hz), 7. 28 (1H, dd. J = 
8. 1, 5- 1Hz) . 7. 17 (1H, d, J=l. 
8Hz). 6. 98 (1H, d. J = l. 8Hz), 
6. 82 (1H. dd, J=l. 8. 9. 1Hz). 
6. 79 (1H, dd, J = l. 8. 9. OHz), 
6. 15 ( 1 H, t, J = 5. 1Hz). 5. 9 7 (1 
H, d. J=8. 1Hz), 5. 86 (1H, t, J = 
4. 2Hz), 5. 3 3 ( 1H. d. J = 5. 4H 
z). 5. 31 (1H. d. J = 5. 4Hz), 5. 1 

2 (1H, d, J=4. 8Hz) , 4. 93 (1H. 
d, J=4. 5Hz) , 4. 87 (2H, d, J = 6. 
OHz), 4. 36(2H, d, J = 5. 1Hz). 
4. 03 ( 1 H. m) , 3- 91 (2H. s), 3. 7 
9 ( 1 H, m) , 3. 5 1 ( 2H, m) 

Xtt&l 1 7 

[0056] 



(13) 
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[<t28] 




X'$k2tlMk&®. it-^C 3 0 m g t 
i/* 3 - b U f-yp ) b F 5 iS>WiW& 6 5 
mg^N, N-y'^f b' 5 m 1 CISL, 
h'Jxf/PTiyO. 5m 1 fcjni. 8 0*CT'3l^iaJS 
#tfc«(C. ( 6-b HD^y^f/l-S-t'J^M 
th*7y> &I?&3 3mg£iD;t. 8 0*CT-2 

H-2 0c7)i?nvht§^tt^^> / -^T'8iaiL^. S 

h-2 0^^ovb^(c*^tx^y-;i/T^§ajL^. a 

m.Zix&ik£mi . 2mg£f#*:. 
FAB— MS (m/z ) : 6 5 6 (M+H ) * 
1 H— NMR (300MHz, DMSO-d 6 , Jpp 
m) : 11. 12 (1H, br) , 8. 81 (1H, 
d, J=8. 7Hz) , 8. 73 (1H, d, J = 8. 
7Hz ) , 8. 5 1 (1H, s) , 7. 90 ( 1H, 
d, 3 = 1. 9Hz), 7. 3 9 ( 1 H . d. J = 7. 
9Hz) , 7. 1 1 (1H. s) , 6. 93 ( 1H, 
s), 6. 77(2H, t, J = 8. 7 Hz) . 6. 2 
1 (1H, t, J = 3. 8Hz), 5. 92 (1H, 
d, 3 = 1 . 9Hz), 4. 8 5-5. 50 (5H, b 
r), 4. 48 (2H, s), 4. 27 (2H. d, J 
= 3. 8Hz) , 3. 7 0—4. 05 (4H, m) , 
3. 4 5-3. 5 2 ( 2H. m) 
931011 8 

[00 57] 
C^2 9] 

OfeOH 




Z-mZtl&lt&fa. it^3C 1 2. 5m gt (5-bF 
^ f7l/- 3— tT'J i^/M f-A- ) b F v ¥>mw& 
42mgfN, N-yVf^*Wi b'lml IzMM 



U M»X^UT5>-0. lmlS-lDlT. 8 0KrC 

2. 5B$iaJS#L7tf&K:, h'Jxf^rS^O. 1ml 

«m£. 5 o-cx'-afttmitz. &ftM£mmm&. 

-t7Tf'^XLH-20«?)?D7hf(;!!i>IW^y- 

■b7rf7^XLH-2 0^D-7^mx^y- 

X 0 . fUS^T'fSlS ix&lt^l 2 . 4 m g . 
Rff: 0. 18 (^ *-*L)V?)Vt> 0 F 

y : h;Pxy : * : p&=4 : 2 : 2 : 0. 5:0. 
1 ) 

FAB-MS (m/z ) : 6 5 6 (M + H) 4 
iH-NMR (300MHz, DMSO— d $ , 5pp 
m) : 11. 18 (1H, br), 9. 6 0-10. 0 
2(2H, br), 8. 84 (1H, d. J=8. 5H 
z), 8. 7 6 ( 1 H. d, J=8. 6Hz), 8. 5 
5(1H, s) , 8. 37 (1H, s ) , 7. 84(1 
H, s) , 7. 1 6 ( 1H, s) . 7. 00 (1H, 
s) , 6. 7 5 — 6. 85 (2H, m) , 6, 21 (1 
H, t, 3=4. 7Hz) , 5. 95 (1H, d, J = 
7. 8Hz) , 5. 8 8-5. 95 (1H, br) , 
5. 4 0—5. 48 ( 1H, br), 5. 2 6 — 5. 3 
5(1H, br), 5. 15 — 5. 25 (1H, b 
r ) , 4 . 9 0—4 . 93 (1H, br) , 4. 56 
(2H, d, 3=4. 7Hz) , 4. 50(2H, 
s) , 3. 72—4. 05 (4H, m) , 3. 4 5 — 

3. 5 5 ( 2H, m) 

[0 0 58] 
Ht3 0] 




CH,OH 



x-mzti&ibsm. fl^Dsomgj: 

i/* 3 - b y >?;t-^ ) b F 7 : J>m®& 6 5 
mg^N, N-^f/^/PATS F5m H~JgB?U 
F'jXf-yUTSyO. 5m 1 £210*., SCCT'l. 5B* 

XLH-20£7)^o-e FJgtoW-M ? L 

<7)j>iX'mZtl2>lt-£V9 2 9 m g 

FAB-MS (m/z ) : 656 (M + H) * 

1 H — NMR (300MHz, DMSO-d 6 , «pp 



(14) ^3^10-24 5390 



m ) : 10. 89 
br) , 9. 97 
d. J = 7. 9H 
2Hz ) , 8. 5 
7. 93 (1H, 
7. 4 1 ( 1H, 
H. t , J = 7. 
7. 9Hz ) . 7 
z) . 6. 29 ( 
2 ( 1 H, d, J 
d, J = 6. 1 H 
0Hz ) , 5. 2 
4. 82-4. 9 
d, 3=6. OH 
5Hz ) . 3. 9 
— 3. 79 (3H 
m) 

mmm 20 

filial 
[00 59] 
[<k3 1] 



( 1H. b r) 
( 1 H. br) 
z ) , 8. 52 

0 ( 1H, d. 
dd. J = 2. 
d, J = 8. 1 
9Hz) , 7. 

. 00 (2H, 
1H, t. J = 
= 5. 6Hz) 
z ) , 5. 32 

1 ( 1 H. d, 
1 ( 1 H. b r 
z ) , 4. 29 
1—4. 1 2 ( 
, m) , 3. 3 



, 10. 36 
, 8. 67 ( 

( 1 R. d, 
J=7. 9H 
2. 8. 1H 
Hz) . 7. 
0 2 ( 1 H, 
t, J = 7. 
4. 5Hz) 
. 5. 3 3 ( 

( 1H, t, 
J = 5. 3H 
) , 4 . 48 

(2H, d, 
2H. m) , 
0 — 3. 40 



( 1 H. 
1H, 

3 = 2. 
z) , 
z) , 
18(2 
d. J = 
9H 

, 5. 4 
1 H. 
J = 6. 
z) , 

( 2H. 
J =4. 
3- 52 

( 1H. 



NHCHi — ^ 




■C*3*l4<{fc6tt. -fb^B 3 0mgi 4- (t-7f- 

/lo^f-zi^U/i^^xf-rt') x.y-2-A/v- 

/■!/|/ft H 1 5 2 m g Sr&S*;* ^ y — ;P6 m 1 CUSS 
U »K 30m 1 SrflDiT. 8 0 , C'r-2^HSB9« E L 
RJEJBte-fe^Tf-y^-XLH— 2 0«;o7h{SI: 

^y-;i,3mii:isi > ^TsA<mimomi-h v?r 

A30mg. 1 0%JBS?^^y-^j§?S3 0 0m 1 £iD 
^&T'lB#raJS?#L*:. SEi5:ilExf;K« 

Rfffi: 0. 43 (*>V7HM, h;Pxy:*:f8= 

4:2:2:0.5:0.1) 

FAB-MS (m/z) : 675 ( M ) * 

'H — NMR (300MHz, DMSO— d 6 , dpp 

m) : 1 1 . 1 9 ( 1 H. s ) , 9. 80 ( 2H, b 

r), 8. 86(1H, d. 3 = 9. OHz), 8. 7 



8(1H, 
d, J= 1 
8 ( 1 H, 
s) , 6. 
z) . 6. 
6 ( 1 H, 
r) . 5. 
r ) , 4. 
r ) , 4. 
5 ( 2H, 
H, m) , 3 

mm2 1 

[0060] 
[ft3 2] 



d, J=8- 
. 8Hz) , 
d, 3 = 2. 
80 (2H, 
08 ( 1 H. 
d, J = 7. 
36 (1H, 
93 ( 1H, 
38 ( 2H, 
m) 



7Hz ) , 7. 1 7 ( 1 H. 
7. 03 ( 1 H, s ) . 6. 9 
1Hz) , 6. 95 ( 1H, 
dt, J = 2. 1 . 8. 7H 
t. J = 5. 1 Hz ) , 5. 9 
8Hz ) , 5. 89 ( 1 H, b 
br), 5. 1 3 ( 1 H. b 
br). 4. 57(1 H, b 
d, J = 4. 2Hz ) , 4. 0 
s ) , 3. 77(1 



, 3- 92 (2H 
50 ( 5H, m) 




,CH,OH 



•C*ZtL&4fc&tt. it^mD 1 7 m g t 4- ( 2-t H 

4 — tr 'J f;H tH?yy h y 

7/M-c?IfcB^l 2mg£N, N-j/7f^*/^7$ 
^mltML. t-Uxf-zPTS^O. lml&jDi. 
T, 7 5°CT'2^fSfil#t7t. RUS«t=*. BfSx^/P 

^;^hyc3i5ittaiL7t. jmmz&mmwk. mm 

£-fe 7 r f -/ 7* L H - 2 0 <F>7 D7 YWzfrVt* 5 J 

-jvx-mai Ltz . a w***tr*B*«iMe&f * - 1 

FAB-MS (m/z ) : 6 56 (M + H) + 
'H — NMR (300MHz, DMSO— d 6 . dpp 
m) : 10. 90 (1H, br) , 8. 66 (1H, 
d, J = 7. 6Hz) . 8. 50 (1H, d, J = 7. 
6Hz ) , 8. 41 (1H, d. J = 5. 
7. 57 (1H, s) , 7. 48 ( 1H, 
OHz), 7. 17 (2H, t, J = 7. 
7. 07 ( 1 H, d, J = 7. 6Hz ) , 
H, d. J=7. 6Hz), 6. 98(1H, 
7. 6Hz ) . 6. 3 2 ( 1 H, t, J=4. 



OHz ) . 
d, J = 5. 
6Hz) , 
7. 00(1 
t, J = 
8H 



z) , 5. 36 (1H, t, 
0—5. 5 0 (4H, b r ) 
= 3. 7Hz) . 4. 
z ) , 3 . 9 1—4. 
3. 80 ( 3H, m) 

mmm2 2 



3 = 3. 7Hz ) ,5.1 
, 4. 51 (2H, d. J 
34 (2H, d, J = 4. 8H 
12(2H,m),3.51 — 



(15) :g§l¥l 0-245390 



[00 6 1] 
.[^33] 

, ObOH 



NHCHj— ^ \j 




X-mZtl&it&m. i\ListyC llmzt < 2-t h'n^ 

□iffiJgl2mgS'N, N-^f/^ATSKlm 
ltdflffU MJXf;l-75y0. 1 m 1 SrJaxT. 8 

o-c-c-3. 5^sJsitL^. ris^*, mm^n-z 

X'&Ztl&ik&faA m g£f#*. 

FAB-MS (m/z) : 656 (M + H + ) 

•H— NMR (300MHz, DMSO-d 6 , 5pp 

m) : 11. 17 (1H. br), 9. 55-10. 0 

5 (2H, br) , 8. 85 (1H, d , J = 8. 4H 

z), 8. 77 (1H, d. J = 8. 2Hz), 8. 4 

1 (1H, d, J = 5. 1Hz), 7. 56(1H, 
s). 7. 47 (1H, d, J = 5. 1Hz), 7. 1 
5 (1H, s), 6. 96 (1H, s), 6. 7 2- 
6. 85 (2H, m) , 6. 26 (1H, t, J = 4. 
9Hz). 5. 94 (1H, d, J = 8. 6Hz). 
5. 8 0—5. 99 (1H, br), 5. 3 0 — 5. 4 

2 (2H, br), 5. 10 — 5. 20 (1H, b 
r) , 4. 8 5 — 4. 95 (1H, br), 4. 51 
(2H, d, J=l. 8Hz), 4. 32 (2H, d, 
J=4. 5Hz) , 3. 89—4. 04 (1H, m.) , 
3. 90 (2H, m) , 3. 7 4-3. 7 8 ( 1 H, 
m) , 3. 50 ( 2H, m) 

[0062] 
UL3 4] 




X-$kHtlhte&fa. «^*A14mgJ:5-t-m 

bh'14. Img*****? J — ^2m 1 tC&SU ft 
S8m 1 SriD^T, 8 O'CT— SfeSB* Lfc. RRM*? 
TT7^XLH-20<0?n7h fgtcAHt^ ^ > — /PT 

15. 3mg^. yry^tliofth'J^ 
7 5mg^fb7tHD77ylmH:iIL, $g-ft3E 
IS ( 1 . 0M-/'If;H- 7";^?S) 0. 5 5mlJ)S 
TU. 'flBHb^WlS. 3mgSr, xh5bKn75 
y3ml KJgJS LTflO t , SfflT* 2 . 5 ^^filff L£ . 

5:fh7t Yu??>3m 1 izmML. ii*li<0f h7 
/f^TVt- <>A7WJ H ( lMf b5bHD75 
>«) fcOTrCSTFLfc. m.&X'3 0ftmmMlk. * 

mmtk. »»*t7Tf»?ALH-2oo?n7h«' 

(CjW^y-^TitaiU:. @6«j£-£tf#B£ig«l 
S2®-rS £ i: IC J: 0 , mm(r>ftX'm2tlZ>lt&fa4 . 5 

Rfffl: 0. 1 (XJ\s?#m, *~*£>l>y)i>60 
F 254 , gH!K§&; ?DD*M:>^7-;l/:fh7 
tKD7 7y=3 : 1 : 1 ) 
FAB-MS (m/z ) : 6 56 (M + H) ♦ 
'H-NMR (300MHz, DMSO— d 6 , Jpp 
m) : 1 1. 18 (1H, s) , 9. 77 (2H, b 
r), 8. 84 ( 1 H, d, J = 8. 5Hz), 8. 7 

6 (1H, d, J=8. 6Hz) , 8.. 35 (1H, 
d, J=l . 7Hz), 7. 72 (2H, s), 7. 1 

7 (1H, d, J = l. 7Hz), 6. 98 (1H, 
d, J=l. 9Hz) , 6. 78 — 6. 98 (2H, 
m), 6. 22 (1H, t, J = 4. 6Hz), 5. 9 
6 (1H, d, J=8. 9Hz) , 5. 87 (1H, b 
r), 5. 3 5 ( 1 H , br), 5. 22(1H, t, 
J = 2. 0Hz), 5. 11 (1H. br), 4. 91 
(1H, br), 4. 46 (2H, d, J = 4. 2H 
z). 4. 35(2H, d, J = 4. 6Hz), 3. 7 
3—4. 09 (4H, m) , 3. 49 (2H, s) 
HS6CT2 4 

[0063] 



(16) JgiHTl 0-24 5390 



ML3 5] 




X'm$tl&fc&fa. ft^lA30m S t 3, 4-b'X- 

-2-*/W?/Uft H3 OmgSrte^^y— ;P6m l 
ICjgigU iS30m l ^lni.T, 8 0'CT-2^ram# 
Lfc. RJE*g£-te7r-f y?*LH-2 0?>?o-? Ml 

*iatt-£*3 lmg£*§7t. -1*1*, y?y- 
;P5ml K^jg L . x7/*Mli ^th'J^lO 
mg, i o^^igy^y-^iiiRi 0 0m 1 £flni., S. 
ffiT'3 0#faM#L*:. &lb?8£il®x^(c#$?U 

H7rf7?XLH-2 0<0?O7 h ^ y 

lz£ o . mm<7>3;X'mZtl&{Litte2 5 m g fcttfc. 
Rffl:0. 3 0 (^;^tti, tf/U**A»6 0 F 

>• : WPxy : * : lf&=4 : 2 : 2 : 0. 5:0. 
1 ) 

FAB-MS (m/z ) : 6 9 1 (M+H) + 
i H-NMR (300MHz, DMSO— d 6 , Spp 
m) : 1 1. 1 9 ( 1H. s) , 9. 79 ( 1H, 
s) , 9. 76 (1H, s), 8. 86 (1H, d, J 
= 8. 4Hz), 8. 78(1H, d, J = 8. 7H 
z), 7. 1 8 ( 1 H, d, J=l. 8Hz), 7. 1 
5(1H, s ) , 6. 98(1H, d, J = 2. 1H 
z), 6. 82 (2H, dt, J=8. 7, 1. 8H 
z), 6. 04 (1H, t, J = 5. 4Hz). 5. 9 
7 (1H, d, J=8. 1Hz), 5. 8 6(1 H , 
t, J = 3. 6Hz), 5. 3 3 (1H, d, J = 4. 
2Hz), 5. 12 (1H, d, J = 4. 2Hz), 
5. 01 (1H, t, J = 6. 0Hz), 4. 93 (1 
H, d, J=4. 8Hz) . 4. 85 (1H, t, J = 
5. 7 Hz) , 4. 52 (2H, d, J = 5. 7H 
z), 4. 70 (2H, d, J = 5. 7Hz), 4. 4 
0(2H, d, J=4. 8Hz), 4. 01 (1H, 
m), 3. 92 (2H, m) , 3. 77 ( 1H, m) . 
3- 50 (2H. m). 
HS60I2 5 

[0 0 64] 



HH3 6] 




x-mzti&it&m. -fb-^»Ai8mgfc4-t FDdf^ 
yf-^try : Jy— 2— *^A'^ft k 7mg£t$7ky 
?V-;P2m uc»»u iffi! Sr^SrJni.T. 8 0*C 
T'l • 5i*IWWfLfc. £Mt£«8i&llflL «rf 
7?^LH-20^a?h tftciHty ? y -/i/cSSi 
Lfc. BW^Sr*0^a$:il^ll t, +ra<b^)2 2 

fh7tKD77yimltiiSL, ttfb£«B(l. 0 
M^'x^x-x;^^) 0. 6 6ml £j6TL*:. 4> 
©ft,-^*2 2mgt fh7tKD77>3mlt:g!S 
MiST'2. 5SfOm**Lt. «EjKfc**iD 

U ftKx^T-ttttJL/c. WttM£«fltil!81IL ?SSE 

^-fe7rf'^^LH-20^D7h©:*>W^y 

(cj: 0 . mmcv&z'mzti&it^vi} 1 1 m g 

FAB-MS (m/z ) : 6 56 (M+H) + 
'H-NMR (300MHz, DMSO-d 6 , Spp 
m) : 1 1 . 2 1 ( 1 H, s ) , 9. 80 ( 1H, 
s), 9. 77 (1H. s). 8. 86 (1H, d, J 
= 8. 6Hz), 8. 78 (1H, d, J = 8. 1H 
z) , 7. 82-7. 95 (1H, m) , 7. 68- 
7. 75 (1H, m) , 7. 33-7. 4 3 ( 1H, 
m) , 7. 1 9 ( 1 H, s ) , 7 . 00 ( 1 H, s ) , 
6. 7 8—6. 89 (2H, m) , 6. 22 (1H, 
t, J =4. 5Hz), 5. 97 (1H, d, J = 7. 
9Hz), 5. 86 (1H, t. J = 3. 8Hz), 
5. 33 (1H, d, J=4. 2Hz), 5. 29(1 
H. t, J = 5. 9Hz). 5. 11 (1H, d, J = 
5. 0Hz), 4. 91 (1H. d, J=4. 1H 
z). 4. 42 (2H, d, J=5. 5Hz), 4. 3 
3 (2H, d. J=l. 6Hz) , 3. 99—4. 09 
(1H, m),3. 91 (2H, m),3- 7 2-3. 
80 (1H. m) , 3. 50 ( 2 H , m) 

[00651 
[•ft3 7] 



(17) 



%ffl¥ 10-245390 




X'miZtL&it-i&a. ft^iA2 0mgi 3- ( 3-t- 
■fsf-lVis* Vfl>**i<'7x. — ;U ) Tn) ^jr—tV 2 
Omg^i^^y-Mm 1 £SSU St2 0m 1 
£flDi.T. SO'CTS^f^mtfLJt. RfiS££iftl§U 
•t7rf7?ALH-20^D7h tgCrfPf-M 9 J — 

^ifell 4mg£*|*:„ wilS:^^y-/U5m 1 CSJS 
U i"T Summon-)- J±7 . 5mg, 10% 

? y-ivmm o . 5 m 1 tint , M^-e 2 israjfs 

#L*:f&. 2NJgS?0. 5m 1 fcjnx, S&T'-iifeJSftf 
LH-20WD7 Mg(aW?j< * y-^T»ai Lfc . 

tihitam 1 2 m g * . 

Rf«:0. 3 6 (*tU?#.m. *-*£)Vy>V60F 
254 , IWI;nh-h^:fh7tHD77 
Wl-xy :*:»&= 4 : 2 : 2 : 0. 5:0. 

1 ) 

FAB-MS (m/z) :669<M+H) + 
'H-NMR (300MHz, DMSO— d 6> 5pp 
m) : 1 1. 18 (1H, s) , 9. 65 (3H, b 
r), 8. 87 (1H, d. J = 8. 1Hz), 8. 7 
9 ( 1H, d, J=8. 1Hz), 7. 17 (1H, 
d, J = l. 7Hz), 7. 02 (1H, t, J = 8. 
1Hz), 6. 9 8 ( 1 H , d, J = 1 . 7 Hz), 
6. 81 (2H, dt, J=l. 7, 5. 7Hz ) , 
6. 6 4 ( 1 H, d, J = 8. 1Hz), 6. 62(1 
H, s ) , 6. 57 (1H, dd, J = 1 . 8, 8. 1 
Hz), 5. 96 (1H, d, J = 8. 1Hz), 5. 
87 (1H, br), 5. 74 (1H, t, J =4. 8 
Hz) , 5. 3 5 ( 1H, b r ) , 5. 1 2 ( 1 H, b 
r), 4. 9 2 ( 1 H, br), 4. 0 2 ( 1 H. d, 
J=l 0. 8Hz), 3. 91 (2H, m). 3. 79 

(1H, d, J = 9. 9Hz), 3. 51 (2H, d, 
J = 7. 5Hz), 3. 02 (2H, m) , 2. 65 

(2H, t, J = 7. 2Hz), 1. 72 (2H, t, 
J = 8. 1 Hz ) 
9ifife0fl2 7 

[0066] 



[-fb3 8] 




T*S*l*-(fc6*. ft-^A 1 5mgfc 6-t HDdf^ 
^f-yl'ty ^V— 2— */W\'/Uft F6. 9mg$:it* 
>^;-;Hrall:gSU lffi?5rSt?te!raxT, 8 0°C 

*LH-20tf>?n-?h tfc jWM ? 7 -;UT»aj L 

B^££tr»«£SH8feBiu 4>isHfc^*5. 2 

mg5:'<|Jt. S^T^SWfcHaR^hU^ 6 8mg 
?rfb7t Ho77y2m 1 IcSSU ig-ftSSS ( 1 . 
0 M Hm-iV^—r-JVm®. ) 0. 5m 1 SrjjSTL*:. 4> 
f&ft-£*5. 2mgJ, fh7tKD77ylmlt:f 

rf7 ?XLH- 2 o<o^ovh*g(c*>tt^^y— ;wt* 

0. «S(7)^T'*$ix&<fb£*2. Omg^fe. 
Rfffi: 0. 29 (*>U7#.W, IfA**/!^ OF 
264 . gg3^i; 7-feh-h'J^:fh7t^D77 
y : h;PX> :*:^K=4 : 2 : 2 : 0. 5:0. 
1 ) 

FAB-MS (m/z) : 656 ( M + H* ) 
'H-NMR (300MHz, DMSO — d 6 . Jpp 
m) : 1 1 . 2 1 ( 1 H. s ) , 9. 80 ( 1 H, 
s), 9. 77 (1H, s), 8. 86 (1H, d, J 
= 8. 6Hz), 8. 78 (1H, d, J = 8. 1H 
z) , 7. 8 2-7. 95 (1H, m),7. 6 8- 
7. 7 5 ( 1H, m) , 7. 3 3-7. 4 3 (1H, 
m) , 7. 19 (1H, s) , 7. 00 (1H, s) . 
6. 7 8—6. 89 (2H, m) , 6. 22 (1H, 
t, J=4. 5Hz) , 5. 97 (1H. d, J = 7. 
9Hz), 5. 8 6 ( 1 H , t, J = 3. 8 H z ) , 
5. 33 (1H, d, J=4. 2Hz), 5. 29(1 
H, t, J = 5. 9Hz). 5. 11 (1H. d, J = 
5. OHz), 4. 91 (1H, d, J=4. 1H 
z), 4. 42 (2H, d, J = 5 . 5Hz), 4. 3 
3 (2H, d, J = l. 6Hz) , 3. 99—4. 09 
(1H, m), 3. 91 (2H, m), 3. 7 2-3. 
80 (1H, m) , 3. 50 (2H, m) 
HS6CT2 8 

[0067] 




( 1 



T'*£ tlhitSm. ft^4)A4 0mgt3, 5-h*X- 

— 2— #/l/A;krt K6 0mg^i*^^y-^8m l 
KJgiSU %m 4 0m l SrJPi.T, 8 0 < CT2^raJS 

m%fflL,*mt&to 4 6mg£#*:. .rix?ry*y 
Omg, 10%iglb<?./-A«3 0 0m 1 SrjDX, 

-fe 7 r x y ? X L H — 2 0 o V h iStCjWt;* 

Rfl: 0. 2 4 (*)\s?#.m, *-fe'/W6 0F 
b;H> :*:PK=4 : 2 : 2 : 0. 5:0. 

1 ) 

FAB— MS (m/z) : 690 (M) * 
•H-NMR (300MHz, DMSO— d 6 , Spp 
m) : 1 1 . 1 9 ( 1H. s ) , 9. 7 9 ( 1H, 
s), 9. 7 6 (1H, s) , 8. 86 (1H, d, J 
= 8. 4Hz), 8. 78 (1H, d, J = 8. 4H 
z), 7. 18 (1H, d, J = 1 . 8Hz), 6. 9 
8(1H, d. J = 1 . 8Hz), 6. 83 (1H, 
s), 6. 82 (2H, dt , J=l. 8, 8. 4H 
z), 5. 9 9 ( 1 H, t, J = 4. 8Hz). 5 . 9 
7 ( 1H. d, J=9. 0Hz), 5. 8 7 ( 1 H, 
t, J =4. 2Hz), 5. 35 (1H, t, J=5. 
4Hz), 5. 3 3 ( 1 H, d, J=4. 8Hz), 
5. 12 (1H, d. J = 5. lHz),4. 96(1 
H, d, J=5. 7Hz), 4. 94 (1H, d, J = 
5. 4Hz), 4. 49 (4H, t, J=6. 6H 
z), 4. 34 (2H, d, J =4. 8Hz). 4. 0 
3 ( 1 H, m) , 3. 92 (2H, m) , 3. 77(1 
H , m ) , 3 . 5 0 ( 2 H , m ) 
mm® 2 9 

[00 683 




■C*S*l*'(fcfi*. -fb-^B5 0mgi: 3, 5-t'X- 

— 2— tfyU^-ft K60mg£2S7M?>'-;k/N, 
N-y7f;^ATS H ( 5 : 1 ) 12ml CjgJB 
Ls S®5 Om 1 SrjD^T. 8 OX:T— B^fPLfc. R 

SaSjg^Lrc. lSJt7Tf7;^LH-20^D 

( 2 : 1 ) 6ml KigjgU i-7V**fti53 
fth'JW3 0mg. 1 0%lS15^^y-^>S?R3 0 
Om 1 SriDi.. SiBTHWBIWPUfc. SJE&Sr#i££ 

■ynLH-20^D7b fgtC^tt;* * y -jux-mm 

Rff : 0. 3 1 U;l^tt8, tr'A^/l^OF 
254 . mmm ;7th-MJ^:fh7tKD77 
y. h)U*y :*:m&=4 : 2 : 2 : 0. 5:0. 
1 ) 

FAB— MS (m/z ) : 6 90 (M) + 
■ H-NMR (300MHz, DMSO— d 6 . dpp 
m) : 10. 90 (1H, s). 10. 37 ( 1H, b 
r), 9. 98 (1H, br), 8. 69 (1H, d, 
J = 8. 4Hz), 8. 5 2 ( 1 H, d, J=8. 4H 
z), 7.19 (2H, dt, J = l. 5. 8. 4H 
z), 7. 05(1H, d, J = 8. 6Hz), 7. 0 

1 (2H, t, J=8. 4Hz) , 6. 83 (1H, 
s), 6. 04 (1H, t, J = 4. 8Hz), 5. 4 

2 (1H, d, J = 5. 7Hz) , 5. 35 (2H, 
t, J = 6. OHz) , 5. 21 (1H, d, J = 5. 
4Hz), 4. 95(1H, t, J = 6. OHz), 

4. 91 (1H, br), 4. 5 0 (4H, t, J = 

5. 7Hz), 4. 36 (2H, d, J = 5. 4H 
z), 4. 00 (2H. m) . 3. 73 ( 1 H. m) , 
3. 6 2 ( 2H, m) , 3- 40 ( 1 H, m) 

[0069] 



(19) 



ittiW 10-245390 



Ut4 1] 




6 



ft-^A2 0mgi:2-h h'o^v- 
^f-;Uf-3f7x>— 3— tf/I^N'/l^t H 2 0mg££| 
*>^y-;Nm 1 IzmML. ii20ml fciD^T. 

Th7tH077^^/-/H^W(2: 1) 3 

g, 1 0%J£lt*:?y-/U^3 0 0m 1 Srfln*.. SiS 
T*3 0#l38tf|£L*:. Rftrf££MSz88SflL StSSr-fe? 
r r »/ 9 X L H - 2 0 60 ? o V h (t^ :? ^ —>W 

*) . ^sosrc* s/xs-fbo - ^ 1 6 m g s^t*: . 

Rfffi: 0. 49 (*)V7#M, *-tfW*60F 

y : h;H>:* : lj®=4 : 2 : 2 : 0. 5:0. 
1 ) 

FAB-MS (m/z ) : 6 60 (M) + 
1 H— NMR (300MHz, DMSO— d 6 , 5pp 
m) : 1 1 . 1 8 ( 1H, s ) , 9. 7 9 ( 1H, 
s), 9. 75 (1H, s), 8. 86 (1H, d, J 
= 8. 4Hz). 8. 7 8 ( 1H, d, J = 8. 4H 
z), 7. 30 (1H, d, J=4. 8Hz), 7. 1 
7 (1H, d, 3 = 2. 1Hz) , 7. 09(1H, 
d, J = 5. 4Hz), 6. 98 (1H, d, J = 2. 
1Hz), 6. 8 2 ( 1 H. dd, J = 2. 1, 8. 4 
Hz), 6. 80 (1H, dd. 3 = 2. 1, 8. 4H 
z), 5. 97 (1H, d. J = 8. 1Hz), 5. 9 
2(1H, t, J = 5. 1Hz), 5. 86 (1H, 
t, J=3. 9Hz), 5. 37 (1H, d. J = 5. 
7Hz). 5. 3 3 ( 1 H, d, 3=4. 5Hz ) , 
5. 12 (1H, d, 3 = 4. 8Hz), 4- 93 (1 
H, d. 3=4. 8Hz). 4. 76 (2H, d, J = 
5. 7Hz) , 4. 20 (2H, d, J = 5. 1H 
z), 4. 00 (1H, m),3. 91 (2H, s). , 
3. 77 (1H, m) , 3. 50 (2H. m) 

mmm 31 

[00 70] 
I(t4 2] 




G 



X-m^tLhit^m. ft^!A3 0ragt 3-t-^f-;P 

is* D ;M"3f f-^f-^r 7iV-2 — rtv^K/U 
ft K30mg2rft|*^^y-;l-5m 1 £?§8?U It® 
30m 1 £ill;iT, 8 0*CT'2B#|gja#L*:. £f&f££ 

Mffil*8^ SiS^t7Tf7?XLH-20^D7 

jfHSSfclSU SiSS:^^y-^3m 1 y77 
**ft(io*th'J7A30mg, 1 0%tg^^y- 
;W§?BE3 0 0m 1 SrJni.. SST mHJSJf Lfc. RiS 
7 r r -y 9 X L H - 2 0 ^ ? o-? hfgfc*H-M ? 

£ tc J: 0 . »^efi$ft&<fl:i^) 2 4 m g 
Rfffl: 0. 4 0 (*/U?*tgL feVl^r*/P6 0F2 
54, WSI;7th-h , J^:fh7tH077 
y : h;uy : * : PS!=4 : 2 : 2 : 0. 5:0. 
1 ) 

FAB-MS (m/z ) : 6 60 (M) * 
'H-NMR (300MHz, DMSO — d 6 , 5pp 
m) : 1 1 . 1 9 ( 1 H, s ) , 9. 78 ( 1 H, 
s) , 9. 75 ( 1H, s) , 8. 85 (1H. d. J 
= 8. 7Hz), 8. 78 (1H, d. 3 = 9. OH 
z), 7. 31 (lHd, J=4. 8Hz), 7. 18 
(1H, d, J = l . 8Hz). 6. 99 (1H, d, 
J = 4. 8Hz), 6. 97 (1H, d, J = l. 8H 
z), 6. 81 (2H, ddJ=l. 8, 9. OH 
z), 6. 0 6 ( 1 H, t. J = 4. 8Hz), 5. 9 
7(1H, d, J = 8. 7Hz), 5. 86 (1H, 
t, 3 = 3. 9Hz) , 5. 33 (1H, d, 3=4. 
5Hz), 5.12 (1H, d, 3=4. 5Hz), 

4. 99 (1H, t, 3 = 5. 4Hz), 4. 93(1 
H, d, 3 = 5. 1Hz) , 4. 53 (2H, d, J = 

5. 7Hz). 4. 38(2H, d, 3=4. 8H 
z), 4. 02(1H, m), 3. 91 (2H, m), 
3. 77 ( 1H, m) , 3. 50 (2H. m ) 
38ttW3 2 

[007 1 ] 
[-(L4 3 ] 



(20) 



^^Fl 0-24 5 39 0 




T*3*l.4<lfc6». fc£»A 3 5 m g t 8-t-7J-)V 

0mg$r^^y-;P2m 1 fcgSU WiWlZWcMtot. 
6 0XrC2B#ia81#L*:. RKS8E2r«HBL, »6iifcH 
#£;?on7*^ATifc#U 3 2. 5m 

g£»*I. ^Ty^-fbap^h'J^A 68rag| 
^5hb'Q75^3mMc!g5§U Jg-ffcEIS ( 1 . 0 
M^'x^-x-T-^iK) 0. 5 m l fcflSTUfc.'+RI 
-ft-^-fe 3 2 . 5mgJ:f h7th'077>'2m 1 IZMM 

m 1 (Cjgflf U f h^/f^ryt-^A 7qU H 
0.5ml fcflnifc. SiBTl. 5^HJ«ff*. &ttx 
^/^f-;Px^-;pybycOii^lSET-#S?t. fig 

xlh— 2 o«o^a-7htsK*»ft>^/— /PtaiasL 

FAB-MS (m/z) : 705 (M+H) * 
1 H-NMR (300MHz, DMSO-d 6 , Spp 
m) : 11. 16 (1H, s), 8. 84 (1H, d, 
J = 7. 9Hz) , 8. 76 (1H, d, J = 7. 9H 
z), 7. 87 (2H, d. J = 7. 4Hz) , 7. 6 
8 (1H, d, J = 7. 4Hz) , 7. 58 (1H, 
d, J =7. 4Hz), 7. 49 ( 1H, d, J = 7. 
4Hz). 7. 39 (1H, t. J = 7. 4Hz), 
7. 15 (1H, s), 6. 97(1 H, s), 6. 8 
0 (2H, t. J = 7. 9Hz) , 5. 8 6 — 6. 0 0 
(3H, m), 5. 42 (2H, s), 4. 85(2 
H, d, J=4. 2Hz) , 4. 80 — 5. 50 (4 
H, br) . 3. 72~4. 05 (4H, m) , 3. 4 
5~3. 59 (2H, m) 
KG*W3 3 

[0072] 
Ut4 4 ] 




G 



-fb^JA 30mgt4-t 
f-;!^ 'J /M"3f i/f^7iy-3 \>ft K 

30mg5r^^y-;U6m 1 tC^SU ftS30ml £ 
JD*., 8 0'CT2^®J^¥L^. KfErfSfc-te^rxy? 
*LH-2 0<0?D7 h^tc*»tt>t^y-^-c^a}L 

FD77>/^^^-/H^M (2:1) 5mlC» 
»U VryjWWkBdSR^MI^A 20mg, 10 
y-/l^$t2 0 0m 1 SrJoi.. giST30# 

ig*-cift#u saaieasLJt. ssh7tt7^^l 
H-2 0<oi?D7h^fc*»(tp<^y-^x-^JiiL7t. a 

3i2tl&fc£m 1 5 m g ZWz. 
Rfffl: 0. 47 (*>U7%M, *--lf^60F 
254 . SM;7th-h^:fh5tHn77 
Wixy :*:Pi6=4 : 2 : 2 : 0. 5:0. 

1 ) 

FAB-MS (m/z) : 661 (M+H)* 
'H-NMR (300MHz, DMSO — d 6 , «PP 
m) : 1 1 . 1 9 ( 1 H, s) , 9. 79 ( 1 H, 
s), 9. 76 (1H, s), 8. 86 (1H, d, J 
= 8. 7Hz), 8. 78 (1H, d, J = 8. 7H 
z), 7. 43 (1H, d. J = 3. 3Hz), 7. 3 
0 (1H, d, J = 3. 6Hz) , 7. 17 (1H, 
d. J = 2. 1Hz), 6. 98 (1H, d. J = 2. 
1Hz), 6. 83 (1H, dd, J = 2. 1, 8. 7 
Hz), 6. 81 (1H, dd, J = 2. 1, 8. 7H 
z), 6. 04 (1H, t, J=5. 1Hz), 5. 9 
7(1H, d, J = 9. 0Hz), 5. 87 (1H, 
t. J = 3. 6Hz) , 5. 34 (1H, d, J = 3. 
9Hz), 5. 12 (1H, d, J = 5. 1Hz), 
5. 10 (1H, t, J = 5. lHz),4. 92(1 
H, d, J=4. 5Hz), 4. 67 (2H, d. J = 
5. 4Hz), 4. 23 (2H, d, J =4. 2H 
z), 4. 01 (1H, m ) , 3. 92 (2H, s), 
3. 77 ( 1H, m) , 3. 50 ( 2H, m) 
S3S0!l3 4 

[0073] 
[ft4 5 ] 



(2 1) 



#Bfl¥ 10-245390 



NHCHs- 




CI-fcOH 



z.y— 2— #tW<Asrt b* 2 5mg£i£ 
^^y-;P7m 1 KSSU &!!4 5m 1 SrJn^T, 

8o-cT-7i«rajijfL^. BLfrnzmsmm. 

gB^fb^tKn??^^^.!^ : 1)10 
m 1 fc*»U i/TS*mitliomi-h 'J->A1 3m 
g. 1 0%Jg^^/-^J§?S0. 5m 1 Srflnx., ^iS 

T8fcflM3L SSJt7rf7?XLH- 

2 o^^ovhti^tt^^y-^TigttsL^:. 

tx&lt&ft}2 1 . 7mg£#Jt. 
Rfl: 0. 2 4 (*7P?*tlL *V^6 0F 
254 - §tH?£«: r-bh-hU/W: xh7bH077 
>: h;H> :*:»I?=4 : 2 : 2 : 0. 5:0. 
1 ) 

FAB— MS (m/z) : 660 (M*) 
i H— NMR (300MHz, DMSO— d 6 . Spp 
m) : 11. 19 (1H, s), 9. 77 (2H, b 
r). 8. 8 6 ( 1 H, d, J = 8. 6Hz), 8. 7 
8(1H, d, J=8. 6Hz), 7. 17 ( 1 H, 
s). 7. 14 (1H, d, J=l. 8Hz) , 6. 9 
8 (2H, m) . 6. 81 (2H, dt, J = l. 8. 
6. 9Hz) , 6. 1 2 ( 1 H, t, J = 5. 1H 
z), 5. 97 (1H, d, J = 8. 1Hz), 5. 8 
7 (1H, s), 5. 35(1H, d, J = 1 . 8H 
z ) . 5. 13 (1H, d , J = 2. 4Hz), 5. 0 
1 (1H, t, J = 5. 4Hz), 4. 93 (1H, 
d, J = 3. 6Hz), 4. 40 (2H, d, J = 4. 
5Hz ) . 4. 3 4 ( 2H, d. J=4. 8Hz). 
4. 00 (1H, dd, J = 2. 1. 11. 6Hz). 
3. 91 (2H. s) , 3. 79 (1H, m), 3. 5 
1 (2H. br) 
HS60J3 5 



[0074] 
6 ] 




OWOH 



T*$ix*4fca*. -fL-^BoA 1 0 7mgfc 5-b Ko* 
^f^7^7 5HH 2 6mg^;/-;l/2m 1 
SSL. Htt£8&E(ID;l, 8 0*CT— *HW¥Lfc. RJ£ 

(1:2) 5ml tC**U i/T S^MttJii 0 h l> 
VM. 62. 8mg, 1 036*M.**>'-A'**5m 1 

LH-2o^n7b tgtjwt^ ? y-^T^ai Lfc . 

?mZtlhfc&to 1 0 3 m g . 
FAB— MS (m/z) : 644 (M) 4 
'H-NMR (300MHz, DMSO— d 6 , 5pp 
m) : 1 1. 19 (1H, s) , 9. 77 (2H, b 
r), 8. 85 (1H, d, J = 8. 5Hz), 8. 7 
7 (1H, d, J = 8. 6Hz), 7. 18 (1H, 
d, J = 2. 1Hz) , 6. 98 (1H, d, J — 1 . 
7Hz), 6. 7 5 — 6. 86 ( 2H, m) . 6. 31 
(1H, d. J = 3. 1Hz), 6. 15 (1H, d, 
J = 3. 1Hz), 6. 03 (1H, t, J = 4. 7H 
z), 5. 97 (1H, d, J = 8. 3Hz), 5- 8 

7 (1H, t, J = 3. 6Hz) , 5. 34 ( 1 H, 
d. J = 3. 9Hz) , 5. 08-5. 15 (2H. 
m) , 4. 93 ( 1H, d, J = 4. 5Hz) , 4. 2 

8 (2H, d, J = 5. 6Hz) , 4. 20 (2H, 
d, J = 4. 7Hz) , 3. 72-4. 05 (4H, 
m) , 3. 45-3. 55 (2H, m) 

36*fe0lJ3 6 

[0075] 
Ut47l 



NHOfe- 




•CHjOH 



(22) ^¥10-245390 



T*S*l*<fc£*. ft^fl|A3 9mgt3-tHD^ 
— 4 — b h*D4f>'^f-;K>'Xr^-ft K3 3mg£* 

THlWWPtfc. RJKKfc^aU ftA>*L*:BK*£?o 

(1 : 2 ) 5ml fc*«fU ^T/* 

mm wmtmn. mstvimasmLti. %m&zm 

FAB— MS (m/z) : 670 ( M* ) 
'H-NMR (300MHz, DMSO— d 6 . Spp 
m) : 1 1 . 1 8 ( 1 H. s ) , 9. 7 7 ( 1 H, 
s) , 9. 76 ( 1H, s) , 9. 28 (1H, b 
r), 8. 87 (1H, d, J = 8. 5Hz), 8. 7 
8(1H, d, J=8. 5Hz), 7. 18 (1H, 
d, J = 7. 9Hz), 7. 17 (1H, s), 6. 9 
7 (1H, d, J = 2. 0Hz) , 6. 7 7 — 6. 9 3 
(4H, m) , 5. 96 (1H, d, J=8. 2H 
z), 5. 9 2 C1H, t, J=5. OHz), 5. 8 
6 (1H, t, J = 3. 2Hz), 5. 33 (1H, 
d. J =4. 3Hz) , 5. 12 (1H, d. J = 4. 
6Hz), 4. 92(1 H. d, J = 5. OHz), 
5. 83 (1H, br), 4. 41 (2H, d, J = 
3. 2Hz), 4. 14 (2H. d, J = 5. OH 
z) , 4. OO(lH.m), 3. 90 (2H, m) , 
3. 78 ( 1H, m) , 3. 50 (2H, m) 
HSSCT3 7 

[0076] 
[ft4 8] 




T*S;h*<fcatt. MA30mg!: 3- (2-bF 
odf^X^W) WXT/Pft K24. 9mg^^y 
-;H m 1 CSS L . etfteStaOn*. . 8 OTTT 1 B*IS 

**fcta3***MJ*>.*. 9. Omg. 10%i&m*? 
Jf3S5rMBESeSIL^«iiE$r-fe 7 r r x ? XLH- 2 0«9 



M52 0. 7mg^. 
FAB-MS (m/z) : 6 69 (M+H) * 
iH-NMR (300MHz, DMSO-d 6 , $PP 
m) : 11, 1 8 ( 1 H, s ) , 9- 78 ( 1 H, 
s ) , 9. 75 (1H, s), 8. 87 (1H, d, J 
= 8. 5Hz), 8. 79 (1H, d, J = 8. 6H 
z) , 7. 36 (1H, s) , 7. 32 (1H, d, J 
= 7. 6Hz) . 7. 15 — 7. 2 5 (2H, m) , 
7, 07(1 H, d, J = 7. 6Hz), 6. 97(1 
H, d, J = 2. OHz), 6. 75 — 6. 85 (2 
H, m) , 6. 02 (1H, d, J = 5. 2Hz), 
5. 96 (1H, d, J = 8. 2Hz), 5. 86(1 
H, t, J = 3. 3Hz), 5. 33 (1H, d, J = 
4. 3Hz), 5. 11 (1H, d, J=4. 9H 
z), 4. 90 (1H, d, J = 5 . 4 H z ) , 4. 6 
1 (1H, t, J = 5. 3Hz) , 4. 23 (2H, 
d, J = 4. 5Hz) , 3. 72—4. 05 (4H, 
m) , 3. 45 — 3. 60 (4H, m) , 2. 69 (2 
H, t, J = 7. 3Hz) 
IUttH3 8 

[0077] 
[ft4 9] 




^A40mgt 5-bFc?*^ 
>f;kf*7i^-3-*/W^ft P 40mg^ 
^y— ;l^8m 1-CSSL. PSE4 Om 1 SrJPi.. 8 0'C 
•C'3^SfiS#L/i. KJSiSfcS&tcftfflU 

trsaau i/T;*mmomi-vwj±20ms, 1 
o%iggtx ^y-;^?S2 o om i Hut. wares o 

itSSt*:. Sj5lES:-fe7TT-y^^.LH-2 0O^o^h 

^lai-r&CltCi: 0, *S^T'a$ii^^;^*2 1 
mg 

Rfffi: 0. 29 (.X/I^ttg. «f;Wy^60F 
„4.'BM8K; T-fehxhU/P: xh7bh'o77 
> : h/PX>- : * : »&=4 : 2 : 2 : 0 . 5:0. 
1 ) 



(23) 



10-245390 



FAB— MS (m/z) : 660 (M*) 
iH-NMR (300MHz, DMSO— d 6 , dpp 
m) ill. 19 (1H, s) , 9. 80 (2H, b 
r), 8. 86 (1H, d. J = 9. 0Hz), 8. 7 
9 (1H, d, J=8. 7Hz), 7. 3 4 (1H, 
s) . 7. 17 (1H, d. J=l. 5Hz), 7. 0 
4(1H, s), 6. 97 (1H, d. J = l. 5H 
z). 6. 82 (1H, dd, J=l. 5, 9. OH 
z) , 6. 80 ( 1H, dd, J=8. 7, 1. 5H 
z), 5. 97 (2H, t, J = 5. 1Hz) , 5. 8 
7 (1H, br) , 5. 40 (1H, t, J = 6. OH 
z) . 5. 35 (1H, br) , 5. 13 (1H, 
s), 4. 91 (1H, d. J = 3. 9Hz), 4. 5 
7(2H, d, J=4. 2Hzj, 4. 20 (2H, 
d, J=4. 8Hz) , 3. 88-4. 10 (3H, 
m), 3. 78 (1H, m), 3. 50 (2H, m) 

mmm39 
mm* 

[0078] 
[ft50] 




G 



4— b Hn^f > XT^ft H9 1 mg£ 
N, N-^f^^AT^ H2m 1 tC&JBU KB? 3 
SiSrSnx. 8 0'CT'3i^iajajfL^. gUw&£j&Eig*B 



^3mH;fSL. v-Ty^^tldS^h U^A. 4. 
Omg, 10 %iggE* ? S-t\s®m&ffi£1sa i . S»f 
3 0#fggtt¥L*:. RMH7TT7?^LH-20 

-ft£*8. 9mg£#7t. 

Rfffi: 0. 15 M/l^ttS. fe*;P^60F 
254 . Sga^: Tth-f'J^: th7tKD77 
h/Pa:>':*:KS!=4 : 2 : 2 : 0. 5:0. 

1 ) 

FAB— MS (m/z ) : 

'H-NMR (300MHz, DMSO— d 6 , dpp 
m) : 11. 19(1 H, s), 9. 75(1 H, b 
r), 9. 7 4 ( 1 H , br), 9. 2 3 ( 1 H , b 
r), 8. 87 (1H, d, J = 8. 6Hz), 8. 7 
9 (1H, d, J = 8. 6Hz), 7. 37 (1H. 
s ) , 7. 1 2—7. 20 (2H, m) , 6. 98 (1 
H, d. J = 2. 1Hz), 6. 7 5 — 6. 8 5 (2 
H, m), 6. 70 (1H, d, J = 8. 3 Hz), 
5. 9 7 ( 1 H, d, J = 8- 3Hz), 5. 8 6(1 
H, t, J=4. 4Hz), 5. 76 (1H, t, J = 
5. 3Hz), 5. 33 (1H, d, J =4. 4H 
z) , 5. 10 (1H, d, J = 3. 4 Hz) , 4. 8 
9—4. 98 (2H, m) , 4. 44 (2H, d, J = 
4. 5Hz ) , 3- 7 2—4. 1 5 ( 6H, m) , 3. 
48—3. 55 (2H, m) 
[0079] 

x*>&. 

[0080] 
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